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L9 ANSWER 1 OF 2 HCAPLUS COPYRIGHT 2007 ACS on STN 
ACCESSION NUMBER: 2006:15038 HCAPLUS 

DOCUMENT NUMBER: 144:108608 

TITLE : Preparation of peptide analogs as hepatitis C 

inhibitors 

INVENTOR(S): Bailey, Murray D.; Bhardwaj, Punit; 

Forgione, Pasquale; Ghiro, Elise; Goudreau, Nathalie; 

Halmos, Teddy; Llinas-Brunet , Montse; Poupart, 

Marc-Andre; Rancourt, Jean 
PATENT ASSIGNEE (S): Boehringer Ingelheim International GmbH, Germany; 

Boehringer Ingelheim Pharma Gmbh & Co KG; Bailey, 

Murray D.; Bhardwaj, Punit; Forgione, Pasquale; Ghiro, 

Elise; Goudreau, Nathalie; Halmos, Teddy; 

Llinas-Brunet , Montse; et al . 
SOURCE: PCT Int. Appl . , 162 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 
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ID, 
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OM, 


PG, 
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RO, 
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SC, 
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SL, 


SM, 
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TJ, 
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ZM, 
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NL, 
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PT, 
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TD, 
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BW, GH, GM, 
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LS, 
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MZ, 
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ZM, 


ZW, 


AM, 


AZ, BY, KG, 


KZ, 


MD, 


RU, 


TJ, 


TM 
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IT, 
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MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


si, 


SK, 


TR 
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OTHER SOURCE(S): V MARPAT 144:108608 

GI \ Ji»4r off) 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to peptides I [n, m are 1 or 2; Rl is H, 

(halo)alkyl, (halo) alkenyl or (halo) alkynyl ; R2 is CH2-R7, NH-R7, 0-R7, 
S-R7, SO-R7, S02-R7, CH20-R7 or 0-X-R7, where X is alkylene, alkenylene or 
alkynylene and R7 is (un) substituted aryl or heterocyclyl ; R3 is 
(un) substituted alkyl or cycloalkyl; R5 is B, B-CO, B-02C, B-NR8CO, 
B-NR8CS, B-S02 or B-NR8S02, where B is (un) substituted alkyl, alkenyl, 
alkynyl, cycloalkyl, aryl or heterocyclyl and R8 is H or alkyl; R4, R6 are 
independently H, (un) substituted alkyl, alkoxy, cycloalkyl, aryl or 
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heterocyclyl; or NR4R6 may form a ring; Y is H or alkyl (with provisos)] 
or diastereomers or salts for the treatment and prevention of hepatitis C 
viral infections in mammals by inhibiting HCV NS3 protease. The invention 
further relates to azalactone compds. II which can be reacted with an 
amide anion to produce compds. I. Thus, peptide III was prepared via 
peptide coupling in solution with cleavage of the azalactone intermediate by 



sulf amoylpyrroline in the last step. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of peptide analogs as hepatitis C inhibitors) 
RN 872497-04-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (8-chloro-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 872497-05-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (8-chloro-2-ethoxy-4-quinolinyl) oxy] -L-prolyl- 1-amino-N- 
[ (dimethylamino) sulf onyl ] -2-ethenyl-, (1R, 2S) mono ( trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 872497-04-6 

CMF C36 H49 CI N6 09 S 

Absolute stereochemistry . 



CI 




CM 2 

CRN 76-05-1 
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CMF C2 H F3 02 



F- C- C02H 



RN 872497-09-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-7-methoxy-8~methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (2, 5-dihydro-lH-pyrrol-l-yl) sulfonyl] -2-ethenyl-, (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 872497-10-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [.(2-ethoxy-7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (2, 5-dihydro-lH-pyrrol-l-yl) sulfonyl] -2-ethenyl-, (1R, 2S) 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 872497-09-1 

CMF C40 H54 N6 010 S 

Absolute stereochemistry. 
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MeO- 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F- C-C02H 
I 

F 



RN 8724 97-12-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (8-bromo-2-ethoxy-7-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Br 




RN 872497-13-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl ] -3-methyl-L-valyl 
(4R) -4- [ <8-bromo-2-ethoxy-7-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino 
[ {dime thy lamino) sulfonyl] -2-ethenyl-, (1R, 2S) mono ( tr if luoroacetate ) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 872497-12-6 

CMF C37 H51 Br N6 O10 S 

Absolute stereochemistry . 



Br 




CM 2 

CRN 76-05-1 
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CMF C2 H F3 02 



F 
I 

F~ C-C02H 
I 

F 



RN 872497-16-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
(4-morpholinylsulfonyl) -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 



Me 




PAGE 2 -A 



RN 872497-17-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
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(4-morpholinylsulfonyl) -, (1R,2S)-, mono ( trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 872497-16-0 

CMF C38 H52 N6 O10 S 

Absolute stereochemistry. 

PAGE 1-A 

Me 




CH2 



PAGE 2 -A 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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F 



F- C-C02H 



F 



RN 872497-18-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R, 2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 872497-19-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulf onyl ] -2-ethenyl-, (1R, 2S) mono ( trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 872497-18-2 
CMF C36 H50 N6 09 S 

Absolute stereochemistry. 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

F 

F- C- C02H 
I 

F 

RN 872497-21-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [8- (methylthio) -4-quinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulf onyl ] -2-ethenyl- , (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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SMe 




RN 872497-22-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [8- (methylthio) -4 -quinolinyl ] oxy ] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulf onyl ] -2-ethenyl-, (1R, 2S) -, mono ( tri f luoroacetate ) 
(9CI) {CA INDEX NAME) 

CM 1 

CRN 872497-21-7 

CMF C35 H48 N6 08 S2 

Absolute stereochemistry. 



SMe 




CM 2 

CRN 76-05-1 
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CMF C2 H F3 02 



I 

F- C- C02H 



RN 872 4 97-33-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (diethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 8724 97-34-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [ [bis ( 1- 
methylethyl) amino] sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 872497-35-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 

(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
(1-piperidinylsulfonyl)-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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PAGE 2 -A 




RN 872497-36-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
(1-pyrrolidinylsulfonyl)-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 872497-37-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [ [3- 
(dimethylamino) -1-pyrrolidinyl ] sulf onyl ] -2-ethenyl-, (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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MeO. 




Me2N 



t-Bu 





R S, ^ 



CH2 



RN 872 4 97-38-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (4-methyl-l-piperazinyl) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 



MeO 




R S, , ^ 



CH2 
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RN 872497-39-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- ( 1- 
azetidinylsulfonyl)-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




PAGE 2 -A 




RN 872497-40-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [ [ (2- 
cyanoethyl) cyclopropylamino] sulfonyl] -2-ethenyl-, (1R, 2S) - (9CI) (CA 
INDEX NAME) 
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Absolute stereochemistry. 
Me 

MeCk /N. 





RN 872497-41-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ {7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [ [ (2- 
cyanoethyl)methylamino] sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



MeO. 




RN 8724 97-42-2 HCAPLUS 



Updated Search 



10595108 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
(aminosulfonyl)-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Me 




RN 872497-43-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- (4-pyridinyloxy) -L-prolyl-l-amino-N- [ (dimethylamino) sulfonyl] -2- 
ethenyl-, (lR f 2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 




RN 872497-44-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- (4-pyridinyloxy) -L-prolyl-l-amino-N- [ [ (2- 

cyanoethyl) cyclopropylamino] sulfonyl] -2-ethenyl-, (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



I 



10595108 




RN 872497-45-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (2-pyridinyloxy) -L-prolyl-l-amino-N- [ (dimethyl ami no) sulfonyl] -2- 
ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 872497-46-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (4-pyridinyloxy) -L-prolyl-l-amino-2-ethenyl-N- ( 1- 
pyrrolidinylsulfonyl) -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



Updated Search 



10595108 



PAGE 1-A 




PAGE 2 -A 



RN 872497-47-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- (4-pyridinyloxy) -L-prolyl-l-amino-N- [ (2, 5-dihydro-lH-pyrrol-l- 
yl)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

PAGE 1-A 




Updated Search 



10595108 



PAGE 2 -A 




R... 



RN 872497-48-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (4-pyridinyloxy) -L-prolyl-l-amino-2-ethenyl-N- 
[ (methylphenylamino) sulfonyl] -, (1R, 2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 872497-49-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- (methylthio) -4-quinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H2C 




Updated Search 



10595108 



SMe 




OEt 



t-Bu q . /O- 




H 0 / 
Me2N. .N^ / 
S 

//w 

0 0 o 




CH2 



RN 872497-50-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [ 2-ethoxy-8- (methylthio) -4-quinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethyl-, (1R,2R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 



SMe 




RN 872497-51-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- (ethylthio) -4-quinolinyl ] oxy ] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 
SEt 




RN 872497-52-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ [8- [ (cyclopropylmethyl) thio] -2-ethoxy-4-quinolinyl ] oxy] -L-prolyl-1- 
amino-N- [ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



PAGE 1-A 

v 




Updated Search 



10595108 



PAGE 2 -A 

// w II 

0 0 o 



RN 872497-53-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ [2-ethoxy-8- [ ( 2-methylpropyl ) sulf onyl ] -4-quinolinyl ] oxy ] -L-prolyl- 
l-amino-N-[ (dimethylamino) sulf onyl ] -2-ethenyl- , (1R, 2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 872497-54-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [8- [ (cyclopropylmethyl) sulfonyl] -2-ethoxy-4-quinolinyl ] oxy] -L- 
prolyl-l-amino-N- [ (dimethylamino) sulf onyl ] -2-ethenyl- , (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 



Updated Search 



10595108 




RN 872497-55-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- [ (phenylmethyl ) sulfonyl] -4 -quinolinyl ] oxy] -L-prolyl- 
amino-N- [ (dimethyl ami no) sulfonyl] -2-ethenyl- , (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 872497-56-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- (methyl thio) -4 -quinolinyl ] oxy] -L-prolyl-l-amino-2- 
ethenyl-N- ( 1-pyrrolidinylsulf onyl ) -, (1R,2S)- (9CI) (CA INDEX NAME) 



Updated Search 



10595108 

Absolute stereochemistry. 



SMe 



Nv. .OEt 




t-Bu e ^N^ /O. 



YY) 




R S... ^ 



CH2 



RN 872497-57-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (2-ethoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OEt 



t-Bu q .N 



YY) 



H 0 / 
Me2N. .Nk 
S 

//w 

0 0 o 



CH2 



RN 872497-58-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ (2-ethoxy-8-methyl-4-quinolinyl ) oxy] -L-prolyl-l-amino-N- 
[ (diethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Updated Search 



10595108 



Me 




RN 872497-59-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
<4R) -4- [ (2-ethoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl- 
(1-pyrrolidinylsulfonyl)-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



Me 




RN 872497-60-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
( 4R) -4- [ (8-bromo-2-ethoxy-7-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N 
[ (diethylamino) sulfonyl] -2-ethenyl-, (lR f 2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 



Br 




RN 872497-61-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (8-bromo-2-ethoxy-7-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino- 
ethenyl-N- ( 1-pyrrolidinylsulf onyl ) -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Br 




//W 

0 0 o 
RN 872497-62-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ (8-chloro-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (diethylamino) sulfonyl] -2-ethenyl-, (1R,2'S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



Updated Search 



10595108 



CI 




RN 872497-63-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ ( 8-chloro-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl 
(1-pyrrolidinylsulfonyl)-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



CI 




RN 872497-64-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- (methylthio) -4-quinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ {diethylamino)suifonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 



SMe 




RN 872497-65-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (2-ethoxy-8-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 872497-66-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl ] - 3 -methyl -L-valyl- 
(4R) -4- [ (2-ethoxy-8-methoxy-4-quinolinyl ) oxy] -L-prolyl-l-amino-N- [ (2, 5- 
dihydro-lH-pyrrol-l-yl) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry . 



Updated Search 



10595108 



OMe 




RN 872497-67-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-7-methoxy-8- (methylthio) -4-quinolinyl ] oxy] -L-prolyl-1- 
amino-N- [ ( 2 , 5-dihydro-lH-pyrrol-l-yl ) sulf onyl ] -2-ethenyl- , (1R, 2S) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



SMe 




RN 8724 97-68-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 

( 4R) -4- [ ( 2 -e t hoxy- 7 -me thoxy- 8 -methyl- 4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulf onyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 



MeO- 




CH 2 



Me2N. 



H 0 / 




RN 872497-69-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ ( 8-bromo-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 872497-70-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3 -methyl -L-valyl- 
(4R) -4- [ (8-bromo-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [ (2, 5- 
dihydro-lH-pyrrol-l-yl) sulfonyl ] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry . 



Updated Search 



10595108 



Br 




RN 872497-71-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (8-bromo-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethyl-, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



Br 




RN 872497-72-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ (8-bromo-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [ (2,5- 
dihydro-lH-pyrrol-l-yl) sulfonyl] -2-ethyl-, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 




RN 872497-73-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (8-bromo-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethyl-N- (1- 
pyrrolidinylsulfonyl) -, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 8724 97-7 4-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- (methyl thio) -4-quinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ (2,5-dihydro-lH-pyrrol-l-yl)sulfonyl]-2-ethyl-, (1R,2R)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry . 



Updated Search 



10595108 



SMe 




RN 8724 97-7 5-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [2-ethoxy-8- (methylthio) -4-quinolinyl ] oxy] -L-prolyl-l-amino-2- 
ethyl-N-(l-pyrrolidinylsulfonyl)-, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



SMe 




RN 872497-76-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (2-ethoxy-8-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethyl-, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 
OMe 




RN 872497-77-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (2-ethoxy-8-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-N- [(2,5- 
dihydro-lH-pyrrol-l-yl)sulfonyl]-2-ethyl-, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 8724 97-78-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-8-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethyl-N- 
(1-pyrrolidinylsulfonyl) -, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 



OMe 




RN 872497-79-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulf onyl ] -2-ethyl-, (1R,2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



MeO. 




RN 872497-80-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-7-methoxy-8-methyl-4-quinolinyl ) oxy] -L-prolyl-l-amino-N- 
[ (2, 5-dihydro-lH-pyrrol-l-yl) sulfonyl] -2-ethyl-, (1R,2R)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 



Updated Search 



10595108 



MeO. 




RN 
CN 



872497-81-9 HCAPLUS 

Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (2-ethoxy-7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2- 
ethyl-N-(l-pyrrolidinylsulfonyl)-, (1R,2R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry , 



MeO 




RN 872497-82-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2- 
ethenyl-N- [ (methoxymethylamino) sulfonyl] (1R,2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



Updated Search 



10595108 



MeO- 




"... ^ N ^R S. V 



CH 2 



//^ 



.Me 



OMe 

RN 872497-83-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ ( 8-bromo-2-ethoxy-7-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-2- 
ethenyl-N- [ (methoxymethylamino) sulfonyl] -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



MeQ 




OMe 



RN 872497-84-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (8-chloro-2-ethoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (methoxymethylamino) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 



CI 



. N ^^- 0Et 



t-Bu o /N^ 



YY) 




OMe 



RN 872497-85-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
( 4R) -4- [ [2-ethoxy-8- (methylthio) -4 -quinolinyl ] oxy ] -L-prolyl-l-amino-2- 
ethenyl-N-[ (methoxymethylamino) sulf onyl ] - , (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



SMe 




OMe 



RN 872497-86-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (methoxymethylamino) sulfonyl] (1R,2S)- (9CI) (CA INDEX NAME) 



Updated Search 



10595108 

Absolute stereochemistry. 



Me 




RN 872497-87-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-8-methoxy-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N 
[ (methoxymethylamino) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



OMe 




RN 872497-88-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2- 
ethenyl-N-[ (ethoxymethylamino) sulfonyl ] (1R,2S)- (9CI) (CA INDEX NAME) 



Updated Search 



10595108 



Absolute stereochemistry. 



MeO- 




0 ^ 

HN 0 



Me 



OEt 

RN 872497-89-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (2-ethoxy-7-methoxy-8-methyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2- 
ethenyl-N- [ (methylpropoxyamino) sulfonyl] -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



MeO 




-S. Me 

// N^ 



OPr-n 



RN 8724 97-90-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy ) -L-prolyl-l-amino-N- [ (dimethylamino) sulfonyl] -2- 



Updated Search 



10595108 

ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 




RN 872497-91-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- 
[[ (phenylmethyl) amino] sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 872497-92-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- [ (4-methyl-l- 
piperazinyl) sulfonyl] (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



4 



10595108 




RN 872497-93-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy ) carbonyl ] -3-methyl-L-valyl- 

(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-N- [ ( cyclopropylamino) sulfonyl] -2- 
ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 8724 97-94-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-N- [ (2, 5-dihydro-lH-pyrrol-l- 
yl) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 

PAGE 1-A 




PAGE 2 -A 



RN 872497-95-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-N- [ [ ( cyanomethyl ) methylamino] sulfo 
nyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 872497-96-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- 
[ (methylpropylamino) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 872497-97-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ { cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- [ ( 3-hydroxy-l- 
pyrrolidinyl) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

PAGE 1-A 




PAGE 2 -A 

0 




RN 8724 97-98-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- [ [ethyl (2- 
hydroxyethyl) amino] sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 



Updated Search 



10595108 

Absolute stereochemistry. 




RN 8724 97-99-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ { cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- 

[ [methyl (phenylmethyl ) amino] sulfonyl] (1R,2S)- (9CI) (CA INDEX NAME) 
Absolute stereochemistry . 




RN 8724 98-00-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-N- [ ( 3-carboxy-l- 
piperidinyl) sulfonyl] -2-ethenyl- , (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 872498-01-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- 
[ (methylphenylamino) sulfonyl] -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 8724 98-02-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-N- [ [ (4- 

chlorophenyl)methylamino] sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry . 
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RN 872498-03-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentylo'xy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-N- [ [ (4- 

carboxyphenyl)methylamino]sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry . 




RN 8724 98-04-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (phenylmethoxy) -L-prolyl-l-amino-2-ethenyl-N- (1- 
pyrrolidinylsulfonyl) -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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PAGE 1-A 




PAGE 2 -A 



0 



RN 872498-05-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- (thieno [3, 2-b] pyridin-7-yloxy) -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 872498-06-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
( 4R) -4- [ (5-ethoxythieno [ 3, 2-b] pyridin-7-yl) oxy ] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)~ (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 
0 



H2C 




RN 872498-07-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (3-phenyl-2-propynyl) oxy] -L-prolyl-l-amino-N- 

[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



H2C 




C= C— Ph 



RN 872498-08-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ ( 3-cyano-6-ethoxythieno [2, 3-b] pyridin-4-yl ) oxy] -L-prolyl-l-amino 
[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 87 2 4 98-09-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (5-ethoxy-3-methylthieno [3, 2-b] pyridin-7-yl ) oxy] -L-prolyl-l-amino- 
N-[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 8724 98-10-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

( 4R) - 4- [ ( 5-ethoxy-3-methylthieno [3, 2-b] pyridin-7-yl ) oxy] -L-prolyl-l-amino- 
N- [ (2, 5-dihydro-lH-pyrrol-l-yl) sulf onyl ] -2-ethenyl- , (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 872498-11-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ ( cyclopentyloxy ) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ (5-ethoxy-3-methylthieno[3, 2-b] pyridin-7-yl ) oxy] -L-prolyl-l-amino- 
2-ethenyl-N-(l-pyrrolidinylsulfonyl)-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 872498-12-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [5-ethoxy-3- [ ( 1-methylethyl ) sulf onyl ] thieno [ 3 , 2-b] pyridin-7- 
yl] oxy] -L-prolyl-l-amino-N- [ (dimethyl amino) sulf onyl] -2-ethenyl-, ( 1R, 2S) - 
(9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 872498-13-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [3-methyl-5- ( 1-methylethoxy ) thieno [3, 2-b] pyridin-7-yl ] oxy ] -L- 
prolyl-l-amino-N- [ (dimethylamino) sulf onyl ] -2-ethenyl- , (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 872498-14-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 

(4R) -4- [ [3-methyl-5- ( 2-propenyloxy) thieno [3, 2-b] pyridin-7 -yl ] oxy ] -L-prolyl- 
l-amino-N-[ (dimethylamino) sulfonyl] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry . 
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RN 872498-15-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ [5-ethoxy-3- ( methyl sul fonyl ) thieno [3, 2-b] pyridin-7-yl ] oxy ] -L- 
prolyl-l-amino-N- [ (dimethylamino) sulf onyl] -2-ethenyl-, (1R, 2S) - (9CI) 
INDEX NAME) 

Absolute stereochemistry. 




0 0 



RN 872498-16-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (cyclopentyloxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (5-ethoxy-2, 3-dimethylthieno [ 3 , 2-b] pyridin-7-yl ) oxy] -L-prolyl-1 
amino-2-ethenyl-N- [ (methoxymethylamino) sulfonyl] -, (1R, 2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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H2C 
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AB Peptides I [B, R3 are (un) substituted alkyl, cycloalkyl or 

alkylcycloalkyl; X is O or NH; Rl is Et or vinyl; RC is OH or NHS02RS , 
where RS is (cyclo) alkyl, alkylcycloalkyl, Ph, naphthyl, pyridinyl or an 
amino group, which are optionally substituted; R2 is R20, -NR22COR20, 
-NR22CO2R20, -NR22R21 or -NR22CONR21R23, where N20 is any group given for 
B; R21 is H or R20; R22, R23 are H or Me; L0 is H, OH, alkoxy, NH2 , mono- 
or dialkylamino; LI, L2 are independently H, alkyl, alkoxy, alkylthio, 
-sulfinyl, or -sulfonyl; one of LI and L2 may also be H; L0 and LI or LI 
and L2 may be covalently bonded to form a 5- or 6-membered ring] or their 
racemates, diastereoisomers , optical isomers or pharmaceutically- 
acceptable salts or esters were prepared as inhibitors of the hepatitis C 
virus (HCV) NS3 protease and are useful for the treatment of hepatitis C 
viral infection. Thus, I (B-X = cyclopentylbxy , Rl = vinyl, R2 = 
NHCOCH2CMe3, RC = OH, LI = Me, L0 = MeO, L2 = H) was prepared via peptide 
coupling and Mitsunobu etherif ication reactions. The thiazole ring was 
formed by reaction of a 2- (bromoacetyl ) quinoline derivative with 
N-neopentylthiourea . Compds . I show detectable plasma levels in the rat 
at 1 h and 2 h after an oral dose of 5 mg/kg. 

IT 801286-05-5P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of heterocyclic peptides as hepatitis C inhibitors) 
RN 801286-05-5 HCAPLUS 

CN Cyclopropanecarboxamide, 3-methyl-N- [ [ [ (3S) -tetrahydro-3- 

furanyl] oxy] carbonyl ] -L-valyl- ( 4R) -4- [ [ 7-methoxy-8-methyl-2- [ 2- [ ( 1- 
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10595108 

methylethyl) amino] -4-thiazolyl] -4-quinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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R S. - ^ 




CH 2 



cr nh 
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Me2N \N 
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Preparation of prolyl peptides as hepatitis C virus 
inhibitors 

Scola, Paul Michael; McPhee, Fiona; Meanwell, Nicholas 

A.; Hewawasam, Piyasena; Campbell, Jeffrey Allen 
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PCT Int. Appl. , 116 pp. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention discloses peptides I [Rl, R2 are independently alkyl, 

cycloalkyl, alkylcycloalkyl , alkoxy, aryl, alkylaryl, cycloalkylaryl , 
alkoxyaryl, cycloalkoxyaryl, heteroaryl or alkylheteroaryl ; or NR1R2 is 
monocyclic heterocyclyl ; m, n are 1 or 2; R3 is H, (halo) alk ( en) yl or 
(halo) cycloalkyl; R4 is (un) substituted alkyl, alkenyl or cycloalkyl; Y is 
H, nitrophenyl, nitropyridyl or (un) substituted alkyl; B is H, alkyl, 
acyl, (thio) carbamoyl, sulfonyl or sulfamoyl; X is 0, S, SO, S02, OCH2, 



Updated Search 



10595108 



CH20 or NH; R 1 is (un) substituted heterocyclyl or aryl (with provisos)] or 
their pharmaceutically-acceptable salts, solvates or prodrugs and methods 
for using them to inhibit the hepatitis C virus (HCV) . Thus, compound II 
was prepared via peptide coupling in solution and showed IC50 and EC50 < 0. 
p.M for inhibition of HCV NS3/4A protease. 
IT 851795-10-3P 851795-11-4P 851795-12-5P 
851795-13-6P 851795-14-7P 851795-15-8P 
851795-16-9P 851795-17-0P 851795-18-1P 
851795-19-2P 851795-20-5P 851795-21-6P 
851795-22-7P 851795-23-8P 851795-24-9P 
851795-25-0P 851795-26-1P 851795-27-2P 
851795-28-3P 851795-29-4P 851795-30-7P 
851795-31-8P 851795-33-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological 'study) ; PREP (Preparation); USES 
(Uses) 

(preparation of prolyl peptides as hepatitis C virus inhibitors) 
RN 851795-10-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl ) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl ) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (ethylmethylamino) sulfonyl] -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 8517 95-11-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (methoxymethylamino) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 851795-12-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino) sulf onyl ] -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 851795-13-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- (1- 
azetidinylsulfonyl) -2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



Updated Search 



10595108 




RN 851795-14-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl ) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (methylphenylamino)sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 851795-15-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- ( 1- 
pyrrolidinylsulfonyl)-, <1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Updated Search 



10595108 



MeO. 



-N^Ph H2C^\s 




R 


> 


0 








0 




Bu-t 



RN 851795-16-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl ) -3-methyl-L-valyl- (4R) -4- [ (7- 

methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- [ [methyl (1- 
methylethyl) amino] sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 851795-17-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- 
methoxy-2-phenyl-4-quinolinyl ) oxy] -L-prolyl-l-amino-2-ethenyl-N- ( 1- 
pyrrolidinylsulfonyl) - (9CI) (CA INDEX NAME) 



[ (7- 



Absolute stereochemistry . 
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RN 851795-18-1 HCAPLUS 

CN Cyclopropanecarb.oxamide, N- (methoxycarbonyl ) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4-quinolinyl ) oxy ] -L-prolyl-l-amino-2-ethenyl-N- 
[ [methyl (phenylmethyl ) amino] sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 851795-19-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2 -phenyl- 4 -quinolinyl ) oxy] -L-prolyl-l-amino-2-ethenyl-N- ( 1- 
piperidinylsulfonyl) -, (1R, 2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 851795-20-5 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl ) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2 -phenyl -4 -quinolinyl) pxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (tetrahydro-2H-l,2-oxazin-2-yl)sulfonyl]-, (1R,2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 851795-21-6 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl) -3-methyl-L-valyl- (4R) -4- [ (7- 
methoxy-2-phenyl-4 -quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- (4- 
morpholinylsulfonyl)-, (1R,2S)- (9CI)"" (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 851795-22-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- (methoxycarbonyl ) -3-methyl-L-valyl- (4R) -4- [ (7- 

methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- [ (4-methyl- 
l-piperazinyl)sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 851795-23-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (ethylmethylamino) sulfonyl]-, (1R, 2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 851795-24-9 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy) carbonyl ] -3-methyl-L-valyl- 
(4R) -4- [ <7-methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 851795-25-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (7-methoxy-2-phenyl-4-quinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (methylphenylamino) sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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H 

RN 851795-26-1 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (6-methoxy-l-isoquinolinyl) oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CH 2 



RN 851795-27-2 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (6-methoxy-l-isoquinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- (1- 
pyrrolidinylsulfonyl)-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 851795-28-3 HCAPLUS 

CN Cyclopropanecarboxamide, N- { (1, 1 -dime thy lethoxy) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ ( 6-methoxy-l-isoquinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (ethylmethylamino)sulfonyl]-, <1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



MeO' 




CH2 



RN 851795-29-4 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ (6-methoxy-l-isoquinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ (methylphenylamino)sulfonyl]-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 851795-30-7 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, l-dimethylethoxy) carbonyl] -3-methyl-L-valyl 
(4R) -4- [ (6-methoxy-l-isoquinolinyl) oxy] -L-prolyl-l-amino-2-ethenyl-N- 
[ [methyl ( 1-methylethyl ) amino] sulfonyl] -, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 851795-31-8 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, l-dimethylethoxy) carbonyl] -3-methyl-L-valyl 
(4R) -4- (1-isoquinolinyloxy) -L-prolyl-l-amino-2-ethenyl-N- [ [methyl (1- 
methylethyl) amino] sulfonyl]-, (1R, 2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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t-BuO 




RN 851795-33-0 HCAPLUS 

CN Cyclopropanecarboxamide, N- [ (1, 1-dimethylethoxy ) carbonyl] -3-methyl-L-valyl- 
(4R) -4- [ [3- (4-pyridinyl) -1-isoquinolinyl ] oxy] -L-prolyl-l-amino-N- 
[ (dimethylamino)sulfonyl]-2-ethenyl-, (1R,2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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